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THE UNITED STATES PATENT AND TRADEMARK OFFT CF 



^^gP gy^ ^-L-Lau STAT E S PATENT AND TRADEMARK OFFI CE ^ 

RS;-^M-MP"""0" OP, Kuniyoshi MASUZAWA, e t al _ ^ 




F0R: SiMwfc^SRww™^ s?ssr 

119 AND THE INTERNATIONAL CONVENTION 
HONORABLE COMMISSIONER OF PATENTS 
WASHINGTON, D. C. 20231 

SIR: 

In the matter of the above-identified application 
for patent, Notice is hereby given that the Applicant claims 
as Priority dates January 21, 1986 and September 18, 1986 

the filing dates of the corresponding Convention Applications 
filed in JAPAN . The corresponding Convention 

Applications bear serial numbers 61-10880 and 61-220149 

, respectively. 
Certified Copies of the Convention Applications will 
be submitted prior to the payment of the Final Fee. 

Respectfully submitted, 

OBLON, FISHER, SPIVAK, 
MCCLELLAND & MAIER, P. C. 

Marvin j. spivak — 
registration number 24,913 

Norman V nfol&n 



Crystal Square Five- Suite 400 
1755 S. Jefrerson Davis Highway 
Arlington, Virginia 22202 
(703) 521-5940 

DATE: January 15, 1987 
DOCKET NO: 1703-021-0 



Attorney of Record 
Registration No : "^TTTHrft 
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NFLX : J )V7 □ 

CFLX : i/T □ 7 □ * 5> > 

HND : ^ h P-^V-Zb 

^n5n&/;U7P*+M>>f>>'7P7P4 : t! 



ft 3i a nm± m m m 
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KflJ61£2E6B 



1 . mnowri 

m 6 1 $ 1 3 2 1 Bib m<omm 

4. ft a a 

T101 % £fl3m 

mm < 252) 6619 (ft) 

& £ (6348) nm± m m m 



5. MECWi 



6. ffiIE0|*i§ 



1 IE co rAj & 



1 - V 0 □ 7 □ t^b - 6- 7 )l -A □ - 1 , 4- v t K 
□ - 8-^ h * 5/- 7- ( 3-^ ^;u- 1-t 0 ^^v " 

i-> ? □ tp 6,-8-2? 7 /m p - 1, 4-v 

t Kn-7- O-X^^-l-t'^^v-ZU) -4- 
* 4= V - 3 - * 7 \) y ft )\j # y M 1 . 1 2 9 £ £ R t 

U fc ^ ^ ^ - h @ $ C ft] * > S © U T 1 40 - 

SlC'>S0*£ito*Tg»OltRT-pH7ICK 

^ □ t h 7 -f - C gffiSft ; ^ □ □ *;u A 
-**y-A/-fi7> : E-7>!K (20: 6 : 1 ) ] 

XAS© a Wtl 0.33.9 £M# /c Q 



lift, £162 °c- 

7i $ */? <i ( % ) Cis H22FN5 Of 

♦ 1/2 HzO 

Stt$H : C ; 59.37 H : 6.03 N : 10.93 

It 89(1 : C ; 59.48 H : 5.70 N ; 11.07 
L H- iNMR (5 in CDC^s ) 
8. 79 ( 1 H . S . 2 ) > 7.85 ( 1 H . d . 
J =12. 3H z . 5ft K 4.1 -3.9 ( 1 H, m . 
-Kl ) , 3.77 ( 3 H. S. OCHj_) , 3.5 - 
2.9 ( 7 H , m , t° ^ v > ) , 1 . 3 - 1 . 0 
( 7 H, m.-^ , C H 5 ) 
H ififll 4 H ■ 

7- ( 3- 7 ^ 7 - 1 - f □ 'J v - ;u ) - 1 - -> ? □ 
7 □ t°/U- 6-7 a - 1, 4- v t K □ - 8-y h 
4=2/-4-tf *V-3-*y 'J >^l/|>10^o 

7- ( 3-7 ^ y - 1- 1 □ u v - ;u ) - 1-5/ 2 □ 
7 □ t°;i/ - 6, 8- v 7 A/ □ - 1, 4- v t K □ - 
4-7l ■ + V -3-+y 'J >aA/#>K0.47s £ 
i t MJ 9 A0.2 3 £ m tK y 2 y - )[/]Qid ft 5 

- 2 - 



-150 -cvtmmntn ufc„ 8»*8£g^ g 

- >l/-fi7>t-7* (20: 6 : 1 ) ] T~ ft gtt 
HSU, ^ib^^UV-X^y-^U (1 : 1 ) 

ifcj£ 207.5 -212 °C 

7C 1 ft 1 ( % ) C la H 20 F N 3 Of • Hz 0 
It^fl : C ; 56.99 H : 5.82 N ; 11. 13 

nmm : C ; 57.19 H ; 5.38 N ; 10.86 
ftiftt/T (m/e ) : 36HM + ) . 

362 (M + + 1 ) 
H-NMR (5 in Dz 0. N a 0 D ) 
8.48 (1H, S, 2ft) , 7.62 ( 1 H, d . 
J « 14. 5H Z , 5 itL ) , 4. 1 -3.9 ( 1 H , m . 
) , 3.55 ( 3 H. S. 0 CHj_) . 

3.8 — 3.2 ( 5 H , m , - N ) , 

- 3 - 



f 



2-3 -1.6 (2H, m. - N 



-H 



■N- 
I 



) , 



1.2 -0.9 ( 4 H. m,-<^ ) j 
( ^ O ^ ) ^lUAt^c 



- 4 - 



a 1 (o-js) 



& K tt £ to. (106 




M I C (U9/nl) 


n «k m 3 


tt * B 


Bacillus subtil is PC I 219 


+ 




I 6 7 F 9 S 1 


Staphylococcus aureus 209 p 


+ 


0.10 




S. aureus i i D 670(feraji(na) 


+ 


0.10 


i K 7 F •) S i 


S. epidermidi s I I 5 866 






^ IB B 


E- cot i N I HJ JC-2 


— 






E. col i AT CC 10536 


— 




* j& i 


Proteus vulgaris i FO 3167 


— 




;/ 


P.mirabi lis I i D 994 


— 




// 


P. morgan! "l I I S 602 






M> $ S B 


Klebsiella pneumoniae KY (GN ) 6445 








((.pneumoniae \ -220 S 








Enterobacter cloacae i I D 977 






K □ /<; $ $ - 


Citrobacter freundii i I D 976 






t ^ 7 


Serraiiea raarcescens i i b 618 


_ 




SO M 


Shigella sonnel i I D 969 






v- ;u * * ^ 


Salmonella enteritidis i \ D 604 


_ 




$8 IB iS 


Pseudoiiionas aeruginosa V-1 





0.20 




P. aeruginosa I FO 12689 


- 




x ;b */ - 7 


Yersinia enterocol itica I i D 981 




0.05 


7 :V S k ./< £ £ - 


fir i n&trvharfon arvitnatnn t t r\ otc 






7 ;u * u y * ^ 


A i call genes faecal is 01 i 4002 






A 0 T □ ^ T * 


Bacteroides fragilis GM 7000 






w 


B. f rag i lis 0558 






// 


B. f rag i i is 25285 








B.distasonis 8503 








B. thetaiotaomicron (0661) 




0.78 


7 V A ? r V 0 h 


Fusobacterium necrophorum S-45 






If 


F. van urn KYA (ATCC) 8501 




6.25 1 


7 D f * I 


Prbpibni bacterium acens 11828 


+ 


6.25 j 


* 7 V => •> *> 2 


Peptococcus magnus KY 017 


+ 


0.20 


* a 2 h 'J 2? 9 A 


Clostridiui difficile i -E 


+ 


3.13 


// 


C.perfringens KYA 13123 


+ 


0. 39 


// 


C. ramosum 


+ 


3.13 


^7h7M/7h 


Peptostreptococcus anaerobius KYA 27337 


+ 


0.39 




Pst. micros U P I 5464-1 


+ 


0.20 


A -Y a ^ 


Veiiiorielia parvula KYA 10790 




0.20 



1. 



^ m m ie m (Mm 



1 . mmm* 

^61^ mm mo io.8 8o^ 

2. nmm 

it m 
4. ft a a 

ft P/r 



(13 9) SfflB&ftjl&ft 



T101 & tTA/3Pg 

«g( 252) 6619 (ft) 

(634 8) m± m m \ 



5. MiEOWft 



1 I © § 

tt?R»IES3!4H2fTB0») CD?Oi (H 

JMJ5 ) ^DDAo 

7- ( 3-7 ^ y -4-* f-n/- 1-trn u s?-^ ) 
- 1--> ^ □ y □ tvu- 6-7 □ - 1, 4-^ t k 

P-8-y h + $/-4-3j-*V-3-4=y U >2>fl/# 

- 1->? P^P tT/l/-6,8-$?7 JU* □ 
t K P - 4-* + V -3-+ y A/#>ft80*gj 
^th'JOA^^-h^^ S-bmWL ( & 
It h A50/HSP, * y - 3 ■! ) £ZJQ 

^.lilf UTUO ~ 150 Tlflfa^"^^^ 

- 1 - 



4 - [mmmm : v □ □ * ;u a - * 2 y - ;u - 

i7Vti7* (20 : 6 : 1 ) ] T-»««, * 
2 y -A/fr 5 BfcSUT ttfc fe7 'J XAH<DS 

M£ : 191.5 -193.5 H 
TufUftflffil ( % ) : C 19 H22 FN3 04 • 7/5 

hfe-0 

StWfc : C ; 56.96 , H : 6.24, N ; 10.49 
HM : C ; 57.10 . H ; 5.98, N ; 10.42 
H-NMR (5 in D2 0, N a 0 D ) 
0.7 -1.3 ( 4 H. m. ) . 



H 3 C 



1.09 ( 3 H, d . J = 6. 59H z , 

H 



N- ) . 



1.7-2.1 (1H, m, 



N - ) , 



2.9-3.2 ( 1 H, q , 



N - ) . 



H 



3.2 -3.8 ( 4 H. m. 



3.51 ( 3 H, S , -OCH3) , H 



v,. 



3.9. -4.1 ( 1 H . m , -fQ ) , 

7.57 ( 1 H, d . J = 14. 5 H z , 5ftH ) , 

8.47 (1H, S, 2ttH) J 



- 3 - 



1 . frCm^^C? h-;u 















( 10B agj/^) 


■7 


( U 9 /id) 












ts ? a 


Bacillus subtil is PCI 219 




0.025 


0,0125 




Staphylococcus aureus 209P 


+ 


0.025 


0.025 




S. aureus 1 10 670 (Terajima) 


+ 


0.025 


0.05 




S. epidermic! is 1 1 D 866 


+ 


0.05 


0.05 


* IB B 


Esherichia col i NIHJ JC-2 


- 


0.0125 


0.0063 




E. coli ATCC 10536 


- 


0.025 


0.0125 


g 8 


Proteus vulgaris IFO 3167 


- 


0.0125 


0.025 




P. mirabilis I ID 994 


- 


0.025 


0.05 




Horganella morgan i i I ID 602 


- 


0.05 


0.10 


I* B" 


Klebsiella pneumoniae KY(GN) 6445 


- 


0.025 


0.025 




K. pneumoniae 1-220 S 


- 


0.05 


0. 05 1 




Enterobacter cloacae I ID 977 


- 


0.05 


0.05 




Citrobacter freundi i I ID 976 


- 


0.025 


0.025 




Serratia marcescens I ID 618 


- 


0.05 


0.05 


33 IT 


Shigella sonnei I ID 969 


— 


0.025 


0.0125 




Salmonella enteritidis I ID 604 


— 


0.025 


0.025 


Mk -l-fc 
III 


Pseudomonas aeruginosa V-1 


— 


0.10 


0.20 


// 


P. aeruginosa IFO 12689 


- 


0. 78 


0.78' 


// 


P. aeruginosa IID1210 


- 


0.39 


1.56 




P. cepacia GIFU 518 




0.78 


0.39 


— - II 1 — » _ 1 1 — j -jttr 


P. maltophilia GIFU 2491 


— 


0.10 


0.10 




Yersinia enterocolitica I ID 981 


— 


0.05 


0.05 




Acinetobacter anitratus I ID 876 


— 


0.05 


0.025 




Alcaligenes faecal is 0114002 




0.20 


0.20 




Bacteroicies tragi I is GH 7000 




0.39 


0.78 


// 


B. tragi I is 0558 




0.20 


0.39 


!t 


B. tragi I is 25285 




0.20 


0. 78 


11 


B. distasonis 8503 




0. 78 


3.13 


rt 


B. thetaiotaomicron (0661) 




0.39 


1.56 




Fusobacterium necrophorum S-45 




0.20 


1.56 




F. varium KYA 8501 




1.56 


12.5 




Eubacterium lentum GAI 5242 




0.20 


0.78 




Propioni bacterium acnes 11828 




1.56 


6.25 




Peptococcus magnus KY 017 


+ 


0.10 


0.39 




uiuuii luium ui 1 1 ili i u 


-r 


0. 73 


6.25 


W 


C. perfringens KYA 13123 


+ 


0.20 


0.78 


W 


C. ramosum 


+ 


1.56 


6.25 




Peptostreptococcus anaerobius KYA 27337 


+ 


0.20 


1,56 




Pst. micros UPI 5464-1 


+ 


0.20 


1.56 


/WQ?7 


Veil I one I la parvula KYA 10790 




0.20 


1.56 



B8161#7E1 1 B 



f saw I 

1 . ' ~" 

Bgfl361*F ftSHi S&01.08 8 0S 

2. 

3. WiE£t2>% 

£ ^rv ( 1 3 9 > s*rtaitta^a 

4. ^ a a 

Tioi g tr;u3PS 

SIS ( 252) 6619 (ft) 

ft s (6348) n®± m m m 



5. *HE<D*fl 



6. MiE©rtS 

BBffl61^5«6afir¥tt«E»0»3M3fTat4tT 
BOBB (3tflWH5©«) CSJttOi (HMI?!J6-11, # 



-mm 6 

1-5/ 0 □ 7 □ tr;U - 6-7 h * a - 1, 4-5? t K □ 
-8-* h=t=5/- 4-tf*y-7- ( 1-tT/^5?-fl/) 

1-5/? py □ -8,7-5? 7 ;UtT □ -1,4-5? 
t h*5/-4-**7--3-*y U 

;i//1?>»200 H*tr^75?>180 WRXfM 
*5?* ^;u;Ul/**'> K (DMSO) 
£^£70~80°0<Z)?(i]®±T-2.5 B$IHK&"0fc o 

(1:1) n^es^iui^tferyxA 

to^40^£*§fc o 
tt£187 °c (#8?) 

7t^^«ffii(%) : Ci8 H20 FN3 Gi ♦ 2H2O 
ttHli : C ; 54,40 , H ; 6.09, N ; 10.57 
HiJii : C ; 53.96 , H : 5.99, N ; 10.34 

mm 7 

\-vo □ tr;u-6-7fl/* □ -1,4-5? t kp 

-8-* h*5/-7- (4-*7-A/-1-tf^5?-fl/) 



-4-**y -3-*/ 'j >*j;i/#>K©£$ 

1-5/ £ p y p t°;u- 6, 7-5? 7 )bt □ -1,4-5? 
t h*5/-4-^4 : V-3-4=y U 

A/#>ft200 *SN N-^^;i/tT^75?>1'40 
&tffc*DMSO 3«££>*IS!|&)£70~95*C<D$ 
8±T-5B*ISflt#Ufco SI^^^MEaSIU, 

>€-7* .(20 : 6 : 1 ) ] X * J 

-/l/#5S&SUTJS&§ttta©@ Wto50*£ 

ft£221 - 222 °C (■#») 
Tt^^^ffil ( % ) : Co H22 F N3 04 
ffUffi : C ; 60.79 . H ; 5.91, N ; 11.19 
USUI : C ; 60.82 , H ; 5.90, N ; 11.24 
£609 8 

1-5/ £ □ y □ t°;i/- 6-7 )VA □ - 1, 4-5? t K □ 
-8-X h*5/-7- (3-X^A/-1-tr/*75?-JI/) 

i-5/^arnt:;i/-6, 7-5? 7 □ - 1,4-5? 

- 2 - 



fl/#>K200 as, 2-^ ^;i/t°^^ v>140 

If KK * D M S 0 3 wSL © £ & £ 7 0 - 9 5 °C O @ 

-7tK (20: 6:1 ) ] T-#*&, %*J-fc 

TtfUfttfrli ( % ) : Ct9 H 22 F N 3 04 ♦ >£H2 0 
tt^fl : C ; 59.37 . H ; 6.03, N : 10.93 
Hfflfil : C : 59.95 . H ; 6.01, N ; 10.81 
BI09 9 

7- ( 3-7 ^ j - 1- t°p u 5?-/u ) 

□ t°;b- 6-7 A/* □ - 1,4-5? t K □ -8-7 h * 
->-4-7f-*7 -3-+ 7 <J >X>/l/#>R0&J«. 

1-->? nyn t"7l/-6,7-5?7A/?t □ - 1,4-5? 
t K □ -8-7 h *5/- 4-^ + 7 -3-+ 7 U > £ 
il/^>|2 3 0*1*7* h - h U /U20fl«il?& 

- 3 - 



£ 3- 1 - y V * V 7 ^ J t° □ U z/ y 1 . 86 gt & Cf 
1,8-^7 If C □ [5,4,0] «^>TiZ-7-I> 
(DBU) 1.02s£/)I]*3ll*IS»»Ufc. SJfc 
USffiC^ □ □ /tWUA50««*-ai^T» 

^uio%^i>»*»a2o«eT-%»ufc. m 

«*rttiS£?PJRUTft&&7U XAfl©7- ( 3- 

;i>) -i-->^arp t°;u-i,4-^ t h'a-6-7 
;i/#p-8-* h + >'-4-7r4 : v-3-^ y u yn 

H£224 -226 °C ( #») 
7u^^tffil : C23 H28 FN3 Oe 1/4 H2O 
fflHl : C ; 59.28 . H ; 6.22, N ■; 9.02 
^iJii : C ; 59. 18 , H ; 6.08, N ; 8.82 
fc^T, C©teS2.23s */-A/16rt£ 

DITUfcc 5(&«*2fflT-3fl*IS*#»> * 

- 4 - 



M£217 -218 °C 

7c«^«ffi : Ci8 H20 F N 3 04* 1/2 H2O 
itPHi : C ; 58.37 , H ; 5.71, N : 11.35 
Hfflffi : C ; 58.68 , H ; 6.10, N : 11.14 

MJ10 

7- ( y^ - 3-7 ^ J -4-^ fh/- 1-t°P U v- 
;iO -1->/?P7Pt: 0 ;i/-6-7;b;tP-1,4->> 

t kp-8-^ h + ->-4-7f- + v-3-+y vyt> 

1-5/ £ P 7 P tf A/-6, 7-5? 7 A/* P -1,4-5? 
t KQ-8-)( h*5/-4-**V-3-*y U >*> 
A/ # > 1 200 Jtf N ^ - 3- t - 7 h * 5> ti )l> m 
-A/ 7^ J -4-^ f-JI/tTP U v>150 « V DB 
U 110 ^aifjfc*^* h " h 'J /b3«e©fi^» 

^tcn*ifli-^y-/i/ (1 : 1 ) g$ 

6«eiciip.^Ti.5 mmmuT-mn^tco 

- 5 - 



BH^ 185 -188 °C (#8?) 

TcfJifttfrl! ( % ) : C19 H22 F N3 04 • 

3/2 H2O 

ttflfl : C ; 56.71 . H ; 6.26, N : 10.44 

Hill : C ; 56.53 , H ; 6.17, n ; 10.37 
'fit 01 11 

7- ( h =y y?s -3-7^ J -4-* 1-t'p y 
>>-A/) - 1-5/ ? □ 7 □ t°;i> - 6-7 ;u # □ - 

1.4-5? t K □ -8-* h + 2/ -4-** V -3-+y 

i-->^ orn t°;L/-6,7-v7;i/7r □ - 1,4-v 

t KP-8-* h4^>-4-7)-* V -3-+y U >fl 

- ;i/7^ / -4-* ^i/tfp 'J >>>0.4lg n 
DBU0.21gSO : M7K71zh-h , j;b5fli«(Dg 

sauc^ap/twi/A40ie*j»^, io%?i>» 



$ft&i£*£*20^T-jil&ft?$ lie 
f9tefifcbT7- ( h^>^-3-t - y b^-ytj 
-i-^^ □ 7 □ t°;L/-6-7^^p-l,4-> ? t k 

1.5 BffSMSK »7> ; E-7*T-iPfilLT«f 

0.29g£<ffc o 
iL£214 -215 °C 

TcHtfttfril ( % ) :Cl9H22FN3 04 

It^fi : C ; 60.07 , H ; 5.97, N ; 11.06 
mil : C ; 60.41 , H ; 5.80, N ; 11.05 

1,2,3,4-x l-^7/l/7|-n A[>1f >50g £A- 
K>6<Z)7}£ [ t KP>22 2541 (1966) ] 

- 7 - 



JC m U" T 7 □ A S a * h * >Mt £ fr 6 <^ M fe 
$$01-7 □ ^ -3-* h + ^>-2,4,5-h U 7 A/ 

□ a: >tf >£22.21 g|fc 0 

^5n/c$$t)22g(7)M7KN - * ^;i/-2-t 

-10109 £ to a. 140 -150 °ctm.5 miaiiQ&o' 

/Co ffi&5JS»ICfflfcf&-»- 6tK*P$)449& 
O f »ffitt11««<D7KS«60«««-/|P^. , 50~60°C£ 

-2,4,5-h V 7 a^yy - h IMI/£14.25 
9 lifco $£94°C/8m*H 9 

^5nfc?fttt1fe14.2g C8WK8.5 fltfRtf* 
40M£/]Q 3.110 °CI'1 Mjf #U/c 0 ^ftRlS 

4,5-h 'J 7;U7|-p/s:>7 7^ K€-11.59 s£fc„ 

- 8 - 



ift^ 130 -133 °C 

fc o 

»£98-101 °C 

TtMftVim : Cs H5 Fs 03 
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